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CLAIMS 



1. 



The use of a compound of the formula 




(i) 



or a pharmaceutical^ acceptable salt or solvate thereof, wherein 
either (i) R 1 is H, C,-C 6 alkyl, lc 3 -C 7 cycloalkyl, phenyl, benzyl, halo, -CN, -OR 7 , -OR 8 , 
-C0 2 R 5 , -CONR 5 R 5 , -OCONR 5 R1, -NR 5 C0 2 R 7 , -NR 5 R 5 , -NR 5 COR 5 , -NR^O-O^-Ce 
alkylene)-OR 5 , -NR 5 CONR 5 R 5 , -NR 5 S.0 2 R 7 or R 6 , said d-Ce alkyl, C 3 -C 7 cycloalkyl, phenyl 
and benzyl being optionally substituted by halo, -CN, -OR 5 , -OR 8 , -C0 2 R 5 , -CONR 5 R 5 , 
-OCONR 5 R 5 , -NR 5 C0 2 R 7 , -NR 5 R 5 , ^JRV, -NR 5 COR 5 , -NR 5 COR 6 , -NR 5 COR 8 , -S0 2 NR 5 R 5 , 
-NR 5 CONR 5 R 5 , -NR 5 S0 2 R 7 or R 6 , ^nd 
is H or -Y-Z, 

or, (ii) R 1 and R 2 , when taken! Wether, represent unbranched C 3 -C 4 alkylene, 
optionally wherein one methylene ^un/of said C 3 -C 4 alkylene is replaced by an oxygen atom 
or a nitrogen atom, said nitrogen atom being optionally substituted by R 5 or R 8 ; 
Y is a direct bond or C^-C 3 alkylene; 

R 10 or, where Y is d-C 3 alkylene, Z is -NR 5 COR 10 , -NR 5 CONR 5 R 10 , 



Z is 

-NR 5 CONR 5 COR 10 or -NR 5 S0 2 R 

i3 : 



10. 



R is H, d-C 6 alkyl, C 3 -C 7 cycloalkyl, phenyl, benzyl, -CN, halo, -OR 7 , -C0 2 R 5 , 



-CONR 5 R 5 , -OCONR 5 R 5 , -NR 5 CcJ 2 R 7 , -NR 5 R 5 , -NR 5 COR 5 , -NR 5 CONR 5 R 5 , 
-NR 5 S0 2 R 7 or R 6 , said C^-C 6 alkyl, C 3 -C 7 cycloalkyl, phenyl and benzyl being 
optionally substituted by halo, -CN, -OR 5 , -C0 2 R 5 , -CONR 5 R 5 , -OCONR 5 R 5 , 

-NR 5 C0 2 R 7 , -NR 5 R 5 , -NR 5 COR 5 , -S0 2 NR 5 R 5 , -NR 5 CONR 5 R 5 , -NR 5 S0 2 R 7 or R 6 ; 
R 4 is phenyl or pyridyl, each being optionally substituted by R 6 , halo, -CN, d-Ce alkyl, 
fluoro-(d-C 6 )-alkyl, C 3 -C 7 cycloalkyl or C r Cfe alkoxy; 

each R 5 is independently either H, d-C 6 alkyl, C 3 -C 7 cycloalkyl, fluoro-(C 1 -C 6 )-alkyl, 
phenyl or benzyl, or, when two such groups\are attached to the same nitrogen atom, those 
two groups taken together with the nitrogen atom to which they are attached represent 
azetidinyl, pyrrolidinyl, piperidinyl, homopiperidinyl, piperazinyl, homopiperazinyl or 
morpholinyl, said azetidinyl, pyrrolidinyl, \ piperidinyl, homopiperidinyl, piperazinyl, 
homopiperazinyl and morpholinyl being optionally substituted by d-C 6 alkyl or C 3 -C 7 
cycloalkyl and said piperazinyl and homopipeiWinyl being optionally substituted on the 
nitrogen atom not taken together with the two R? groups to form the ring by -COR 7 or -S0 2 R 7 ; 
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and 1 oxygen or 1 sulphur heteroatom or 



R 6 is a four to six-membered, aronratic, partially unsaturated or saturated heterocyclic 
group containing (i) from 1 to 4 nitrogen heteroatom(s) or (ii) 1 or 2 nitrogen heteroatom(s) 

(iii) 1 or 2 oxygen or sulphur heteroatom(s), said 
heterocyclic group being optionally substituted by -OR 5 , -NR 5 R 5 , -CN, oxo, d-C 6 alkyl, C 3 -C 7 
cycloalkyl, -COR 7 or halo; 

R 7 is d-C 6 alkyl, C 3 -C 7 cycloalkyl, fluoro-Cd-CeJ-alkyI, phenyl or benzyl; 
R 8 is d-C 6 alkyl substituted by phenyl, phenoxy, pyridyl or pyrimidinyl, said phenyl, 
phenoxy, pyridyl and pyrimidinyl being optionally substituted by halo, 

-CN, -CONR 5 R 5 , -S0 2 NR 5 R 5 , -NR 5 S0 2 R 7 , -NR 5 R 5 , -(d-C 6 alkylene)-NR 5 R 5 , d-C 6 
alkyl, fluoro-(d-C 6 )-alkyl, C 3 -C 7 cycloalkVI or d-C 6 alkoxy; 

R 9 is H, d-C 6 alkyl or C 3 -C 7 cycloalkyl, said d-C 6 alkyl and C 3 -C 7 cycloalkyl being 



optionally substituted by -OR", -NR 5 R 5 , /NR°COR D , -CONR°R° or R°; 



t 5r-i5 



,10 



R is d-C 6 alkyl, C 3 -C 6 alkenyl, C 3 -C 6 alkynyl, C 3 -C 7 cycloalkyl, phenyl, benzyl or C- 



linked R 6 , said d-C 6 alkyl, C 3 -C 7 cycloblkyl, phenyl and benzyl being optionally substituted by 
halo, -OR 5 , -OR 12 , -CN, -C0 2 R 7 , -CONR 5 R 5 , -OCONR 5 R 5 , -C(=NR 5 )NR 5 OR 5 , -CONR 5 NR 5 R 5 , 
-OCONR 5 C0 2 R 7 , -NR 5 R 5 , -NFp* 12 , -NR 5 COR 5 , -NR 5 C0 2 R 7 , -NR 5 CONR 5 R 5 , 
-NR 5 COCONR 5 R 5 , -NR 5 S0 2 R 7 , -Sojv|R 5 R 5 or R 6 ; 

X is -CH 2 -, -CHR 11 -, -CO-, -S-, -SO- or -S0 2 -; 

R 11 is d-C 6 alkyl, C 3 -C 7 cycl'oplk^l, fluoro-(d-C 6 )-alkyl or d-C 6 alkoxy; and 
R 12 is d-C 6 alkyl substituteJKby R 6 , -OR 5 , -CONR 5 R 5 , -NR 5 COR 5 or -NR 5 R 5 ; 
in the manufacture of a reverse transcriptase inhibitor or modulator. 

2. The use of a compound of the formula (I), or a pharmaceutical^ acceptable 
salt or solvate thereof, as defiriedl in claim 1, in/fne manufacture of a medicament for the 
treatment of a human immunodefkitefocy viral 6H IV), or genetically related retroviral, infection 
or a resulting acquired immunoc efi aency syndrome (AIDS). 

3. The use of claim 1 br claim 2, wherein R 1 is d-C 6 alkyl, -OR 7 , -C0 2 R 5 , 
-NR 5 C0 2 R 7 , -NR 5 R 5 , -NR 5 CO-(d-C 6 alkylene)-OR 5 or R 6 , said d-C 6 alkyl being 

optionally substituted by halo, -Cn[ -OR 5 , -OR 8 , -C0 2 R 5 , -CONR 5 R 5 , -OCONR 5 R 5 , 



-NR 5 C0 2 R 7 , -NR 5 R 5 , -NR 



R 3 , -NR^COR", -NR'COR 6 , -NR°COR°, -S0 2 NR°R°, 



-NR 5 CONR 5 R 5 , -NR 5 S0 2 R 7 or R 6 . 

4. The use of claim] 3 wherein R 1 is d-C 6 alkyl, -OR 7 , -C0 2 R 5 , -NR 5 C0 2 R 7 , 
-NR 5 R 5 , -NR 5 CO-(d-C 6 J alkylene)-OR 5 or R 6 , said d-C 6 alkyl being optionally 

substituted by halo or -OR 5 . 

5. The use of clainfi 4 wherein R 1 is d-C 3 alkyl, -OCH 3 , -C0 2 (d-C 2 alkyl), 
-NHC0 2 (d-C 2 alkyl), -NH 2 , -N(CH 3 ) 2 , -NHCOCH 2 OCH 3 or furanyl, said d-C 3 alkyl 

being optionally substituted by fljuoro or -OH. 
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6. The use of claim 5 where(n R 1 is methyl, ethyl, prop-2-yl, hydroxymethyl, 
trifluoromethyl, -OCH 3 , -C0 2 CH 2 CH 3t -NHQ0 2 CH 2 CH 3 , -NH 2 , -N(CH 3 ) 2t 

-NHCOCH 2 OCH 3 or furan-2-yl. / 

7. The use of claim 6 wherein R 1 is ethyl. 

8. The use of claim 1 or cla m 2 wherein R 1 is methyl, ethyl, trifluoromethyl or 
-CH 2 NHCH 2 (4-cyanophenyl). 



The use of any one of the 



preceding claims wherein R 2 is H, d-C 6 alkyl, -(d- 



C 3 alkylene)-NR 5 CO-(d-C 6 alkyl), -(d-C 3 alkylene)-NR 5 CONR 5 -(d-C 6 alkyl), -(d-C 3 
alkylene)-NR 5 CONR 5 CO-(phenyl), -(d-Ci alkylene)-NR 5 S0 2 (C-linked R 6 ), -{d-C 3 alkylene)- 
NR 5 CO(C-linked R 6 ), -(d-C 3 alkylene)-NR 5 CO-(phenyl), each d-C 6 alkyl and phenyl being 
optionally substituted by halo, -OR 5 ,/ -OR 12 , -CN, -C0 2 R 7 , -CONR 5 R 5 , -OCONR 5 R 5 , 
-C(=NR 5 )NR 5 OR 5 , -CONR 5 NR 5 R 5 f -OCONR 5 C0 2 R 7 , -NR 5 R 5 , -NR 5 R 12 , -NR 5 COR 5 , 
-NR 5 C0 2 R 7 , -NR 5 CONR 5 R 5 , -NR 5 COCqNR 5 R 5 , -NR 5 S0 2 R 7 , -S0 2 NR 5 R 5 or R 6 . 

10. The use of claim 9 wherein R 2 is H, d-C 6 alkyl, -(d-C 3 alkylene)-NR 5 CO- 
(d-C 6 alkyl), -(d-C 3 alkylene)-NR 5 CQNR 5 -(d-C 6 alkyl), -(d-d alkylene)-NR 5 CONR 5 CO- 
(phenyl), -(d-C 3 alkylene)-NR 5 S0 2 R 6 , Kd-C 3 alkylene)-NR 5 COR 6 , -(d-C 3 alkylene)-NR 5 CO- 
(phenyl), each d-C 6 alkyl and phenyl being optionally substituted by halo, -OR 5 , -CN, 
-C0 2 R 7 , -CON R 5 R 5 , -OCON R 5 jR 5 , -OCON R 5 C0 2 R 7 , -N R 5 R 5 , -N R 5 CON R 5 R 5 , 
-NR 5 COCONR 5 R 5 or R 6 . 

11. The use of claim ID/wherein R 2 is H, d-C 3 alkyl, -(d-C 2 alkylene)-NHCO- 
(d-C 3 alkyl), -(d-C 2 alkylene^NljlCONH^d-d alkyl)/ -(d-C 2 alkylene)-NHCONHCO- 
(phenyl), -(C r C 2 alkylene)-NHS0 2 R 6 , -(d-C 2 alkylene)-^HCOR 6 , -(d-C 2 alkylene)-NHCO- 
(phenyl), each d-C 3 alkyl and/phehyllbeing optionally Substituted by fluoro, -OH, -0(d-C 6 



-COj 
R 6 . 



\ -OCONH 2 , -OCONHC0 2 Ph, -NH 2 , -N(d-C 6 alkyl) 2t 



alkyl), -CN, -C0 2 (d-C 6 alkyl), 
-NHCONH 2 , -NHCOCONH 2 or 

12. The use of anyXone of claims 9 to 11 wherein R 6 is 2,4-dihydroxypyrimidinyl, 
1-methylimidazolyl, tetrahydrofurariyl, 1 ,5-dimethylpyrazolyl, tetrazolyl, pyridinyl, pyrimidinyl, 
3-hydroxypyridazinyl, 2-hydroxypyridinyl, 2-oxo-2H-pyranyl or 1 ,2,3-thiadiazoIyl. 

13. The use of claim n 1 wherein R 2 is H, -CH 2 OH, -CH 2 CH 2 OH, -CH 2 CH 2 CH 2 OH, 
-CH 2 OCONH 2 , -CH 2 CH 2 OCONhI, -CH 2 OCONHC0 2 Ph, -CH 2 C0 2 CH 2 CH 3 , -CH 2 CH 2 C0 2 CH 3 , 
-CH 2 CH 2 C0 2 CH 2 CH 3 , -Ctfl 2 CH 2 CONH 2 , -CH 2 CH 2 NH 2 , -CH 2 CH 2 CH 2 NH 2 , 
-CH 2 CH 2 NHCOCHF 2 , -CH 2 CH 2 NHCOCH 2 CN, -CH 2 CH 2 NHCOCH 2 N(CH 3 ) 2 , 
-CH 2 CH 2 NHCOCH 2 OCH 3 , I -CH 2 CH 2 NHCOCH 2 OH, -CH 2 CH 2 NHCOCH 2 OCH 2 CH 3 , 
-CH 2 CH 2 NHCOCH 2 NHCONH 2 , I -CH 2 CH 2 NHCOCONH 2 , -CH 2 CH 2 NHCONHCH 2 CH 2 CH 3 , 
-CH 2 CH 2 NHCONHCOPh, -Ch( 2 CH 2 NHCONHCO(2,6-difluorophenyl) ) -CH 2 CH 2 NHS0 2 (2,4- 

-CH 2 CH 2 NHS0 2 (1-methylimidazol-4-yl), 



dihydroxypyrimidin-5-yl), 
-CH 2 CH 2 NHCO(tetrahydrofurarj-2-yl), 



-CH 2 CH 2 NHCO(1,5-dimethylpyrazol-3-yl) t 
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-CH 2 CH 2 NHCOCH 2 (tetrazol-1-yl) ( jCH 2 CH 2 NHCOPh, -CH2CH 2 NHCO(pyridin-2-yl) f 
-CH 2 CH 2 NHCO(pyrimidin-2-yl), -CH 2 CH 2 NHCO(2-fluorophenyl), -CH 2 CH 2 NHCO(3- 
hydroxyphenyl), -CH 2 CH 2 NHCO(3-hyd/oxypyridazin-6-yl), -CH 2 CH 2 NHCO(2-hydroxypyridin- 
6-yl), -CH 2 CH 2 NHCO(2-oxo-2H-pyran-5Lyl) or -CH 2 CH 2 NHCO(1,2,3-thiadiazol-4-yl). 

14. The use of any one of claims 1 to 8 wherein R 2 is H, methyl, -CH 2 CH 2 OH, 
-CH 2 CH 2 CH 2 OH, -CH 2 CH 2 NH 2 , -CH 2 (pH 2 CH 2 NH 2 , -CH 2 CN, -CH 2 CH 2 OCH 3 , -CH 2 CONH 2) 
-CH 2 CH 2 NHCOCH 2 OCH 3 or azetidin-3- 



15. 

azetidin-3-yl. 
16. 



/I- 

The use of claim 14 Jvherein R 2 is -CH 2 CH 2 OH, -CH 2 CH 2 NH 2 , -CH 2 CN or 



The use of any one 



of the preceding claims wherein R is d-C 6 alkyl, 



-C0 2 R 5 , -CONR 5 R 5 , -NR 5 C0 2 R 7 or -NR 5 R 5 , said d-C 6 alkyl being optionally substituted by 
halo, -CN, -OR 5 , -C0 2 R 5 , -CONR 5 R 5 , -OCONR 5 R 5 , -NR 5 0O 2 R 7 , -NR 5 R 5 , -NR 5 COR 5 , 
-S0 2 NR 5 R 5 , -NR 5 CONR 5 R 5 , -NR 5 S0 2 R 7 or R 6 . 



17. 



The use of claim 1 



-NR 5 C0 2 R 5 or -NR 5 R 5 , said d-C 6 alkyj 



5r-,5 



18, 



6 wherein R° is Ci-C 6 alkyl, -C0 2 R", -CONR'R", 
being optionally substituted by halo, -CN or -OR 5 . 

.3 . 



The use of claim 17 wjherein R is d-C 3 alkyl, -C0 2 (d-C 2 alkyl), -CONH 2 , 



-NHC0 2 (d-C 4 alkyl), -N(CH 3 ) 2 or -NH 2 , said C r C 3 alkyl being optionally substituted 
by halo, -CN or -OH. 

19. The use of claim 181 wherein R° is methyl, ethyl, prop-2-yl, hydroxymethyl, 
cyanomethyl, trifluoromethyl, -C0 2 CH 2 CH 3 , -CONH 2 , /NHC0 2 C(CH 3 ) 3 , -N(CH 3 ) 2 or 

-nh 2 . Jr~\ 

20. The use of claim 19 wherein R 3 is phethyl, ethyl, prop-2-yl or trifluoromethyl. 

21 . The use of claim 20 wherein F^js ethyl. 

22. The use of any one of thej^fBceding claims wherein R 4 is phenyl optionally 
substituted by R 6 , halo, -CN, d-cijilkyl, fjuioro^CrCeJ-alkyl, C 3 -C 7 cycloalkyl or Ci-Ce alkoxy. 

The use of claim 2£> wherein R 4 is phenyl substituted by halo, -CN or d-C 3 



23. 



alkyl. 



24. The use of claim 23 wherein R 4 is phenyl substituted by fluoro, chloro, bromo, 
-CN, or methyl. 

25. The use of clairh 24 wherein R* is 3-chlorophenyl, 4-chlorophenyl, 3- 
fluorophenyl, 3,5-dichlorophenyl, 2,6-difluorophenyl, 3,5-difluorophenyl, 3,5-dibromophenyl, 



3,5-dicyanophenyl or 3,5-dimethylphenyl. 

26. The use of claim ^3 wherein R 4 is (i) phenyl substituted at the 3 position by 
fluoro, chloro, methyl or cyano o' (ii) phenyl substituted at the 3 and 5 positions by two 
substituents independently chosen from fluoro, chloro, methyl and cyano. 

27. The use of any oipe of the preceding claims wherein X is -CH 2 -, -CHR 11 -, 
-CO-, -S- or -S0 2 -. 
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28. The use of claim 27 whe'rein X is -CH 2 -, -CH(OCH 3 )-, -CO-, -S- or -S0 2 -. 

29. The use of claim 28 wherein X is -CH?- or -S-. 

30. The use of claim 1 or 
selected from 

2-[4-(3,5-dichlorobenzyl)-3,5-die1 



claim 2 wherein the compound of the formula (I) is 



^ thy 1-1 H-pyrazol-1 -yljethanol; 
2-[4-(3-chlorobenzyl)-3-isopropyl-5-methyl-1H-pyrazol-1-yl]ethanol; 
2-[4-(3,5-difluorobenzyl)-3-isop'ropyl-5-methyl-1 H-pyrazol-1 -yl]ethanol; 
2-[4-(3-fluorobenzyl)-3-isopropyl-5-methyl-1/-/-pyrazol-1-yl]ethanol; 
2-[4-(3,5-dichlorobenzyl)-5-isopropyl-3-methyl-1 H-pyrazol-1 -yl]ethanol; 



ethyl [4-(3,5<iichlorobenzyl)-3|5-diethyl-1 H-pyrazol-1 -yl]acetate; 

ethyl [4-(3-fluorobenzyl)-3-isofjropyl-5-methyl-1 H-pyrazol-1 -yl]acetate; 

A/ 1 -{2-[4-(3,5-dichlorobenzyl)-3,5-diethyl-1 H-pyrazol-1 -yl]ethyl}ethanediamide; 

/V-{2-[4-(3,5-dichlorobenzyl)-3|5-diethyl-1 H-pyrazol-1 -yl]ethyl}-6-oxo-1 ,6-dihydro-3- 
pyridazinecarboxamide; 

A/-{2-[4-(3,5-dichlorobenzyl)-3',5-diethyl-1 H-pyrazol-1 -yl]ethyl}-1,5-dimethyl-1H- 
pyrazole-3-carboxamide; 

2-[(aminocarbonyl)amino]-A/-{2-[4-(3,5-dichlorobenzyl)-3,5-diethyl-1 H-pyrazol-1 - 
yl]ethyl}acetamide; 

A/-{2-[4-(3 ( 5-dichlorobenzyl)^vS^iethyl-1H-pyrazoM -yl]ethyl}-2-ethoxyacetamide; 

A/-{2-[4-(3,5-dichlorobehzyl)-3,5-diethyl-1 H-pyrazoM -yl]ethyl}-2-pyridinecarboxamide; 

/V-{2-[4-(3,5-dichlorobenzylV3,5-d^ 

/V-{2-[4-(3,5-dichlorobenzyl}^ 
pyridinecarboxamide; 

A/-{2-[4-(3,5-dichlorobenzyl)^3 f 5-diethyl-1H-pyrazol-1-yl]ethyl}-2- 
pyrazinecarboxamide; \ 

/V-{2-[4-(3,5-dichlorobenzyl^ 
carboxamide; 



3, 5-diethyM H-pyrazol-1 -yl]ethyl}-2-oxo-2H-pyran-5- 



/V-{2-[4-(3,5-dichlorobenzyl)-3, 5-diethyl-1 H-pyrazol-1 -yl]ethyl}-2-(1 H-tetraazol-1 - 
yl)acetamide; 

/V-{2-[4-(3,5-dichlorobenzyl)-3,5-diethyl-1H-pyrazol-1-yl]ethyl}tetrahydro-2- 

furancarboxamide; j 

i 

/V-{2-[4-(3,5-dichlorobenzyl)-3,5-diethyl-1 H-pyrazol-1 -yl]ethyl}-3-hydroxybenzamide; 



A/-{2-[4-(3,5-dichlorobenzyl)-3,5-diethyl-1 H-pyrazol-1 -yl]ethyl}-2-hydroxyacetamide; 
A/-{2-[4-(3,5-dichlorobenzyl)-3,5-diethyl-1 H-pyrazol-1 -yl]ethyl}-1 t 2,3-thiadiazole-4- 



i 



carboxamide; 

A/-{2-[4-(3,5-dichlorobenzyl)-3;5-diethyl-1H-pyrazol-1-yl]ethyl}-2- 
(dimethylamino)acetamide; 
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2-cyano-A/-{2-[4-(3,5-dichlorob< nzyl)-3,5-diethyl-1 H-pyrazol-1 -yl]ethyl}acetamide; 
A/-{2-[4-(3,5-dichlorobenzyl)-3,S-diethyl-1H-pyrazol-1-yl]ethyl}-2-fluorobenzami^ 
A/-{2-[4-(3,5-dichlorobenzyl)-3,l>-diethyl-1H-pyrazo!-1-yl]ethyl}-A/'-prop 
/V-benzoyl-A/^-K-^S-dichlon >benzyl)-3,5-diethyl-1 H-pyrazol-1 -yl]ethyl}urea; 
2-[4-(3,5-dichlorobenzyl)-3-isopropyl-5-methyl-1/-/-pyrazol-1-yl]ethanol; 
ethyl [4-(3,5-dichlorobenzyl)-3- sopropyl-5-methyl-1 /-/-pyrazol-1-yl]acetate; 
ethyl [4-(3,5-dichlorobenzyl)-5- sopropyl-3-methyl-1 H-pyrazol-1 -yl]acetate; 
4-(3,5-dichlorobenzyl)-3,5-dieth yl-1 H-pyrazole; 
2-[4-(3,5-dichlorobenzyl)-3,5-di nethyl-1 H-pyrazol-1 -yl]ethanol; 
2-[4-(3,5-dichlorobenzyl)-5-met iyl-3-(trifluoromethyl)-1 H-pyrazol-1 -yl]ethanol; 
2-{4-[(4-chlorophenyl)sulfanyl]-3,5-dimethyl-1 H-pyrazol-1 -yl}ethanol; 
ethyl [4-(3-chlorobenzyl)-3-isopropyl-5-methyl-1 H-pyrazol-1 -yl]acetate; 
ethyl [4-(3,5-difiuorobenzyl)-3-i:5opropyl-5-methyl-1 H-pyrazol-1 -yl]acetate; 
4-(3,5-dichlorobenzyl)-3-isopro }yl-5-methyl-1 H-pyrazole; 
4-(3,5-difluorobenzyl)-3-isopropyl-5-methyl-1 H-pyrazole; 
4-(3-fluorobenzyl)-3-isopropyl-ii-methyl-1 H-pyrazole; 
4-(3-chlorobenzyl)-3-isopropyl-5-methyl-1 H-pyrazole; 
2-{4-[(3 f 5-dichlorophenyl)sulfanyl]-3,5-dimethyl-1 H-pyrazol-1 -yl}ethanol; 
2-{4-[(3,5-dichlorophenyl)sulfonyl]-3 I 5-dimethyl-1 H-pyrazol-1 -yl}ethanol; 
4-(3,5-dichlorobenzyl)-3,5-dim< jthyl-1 H-pyrazole; 
2-[4-(3,5-dichlorobenzyl)-3;5-dlmethyl-1 H-pyrazol-1 -yl]ethanamine; 
2-[4-(3,5-dichlorobenzyl)4-ethM^ 

2-[4-(3,5-dichlorobenzy/)-3-ethyl-5-(triflu^omethy0 
2-[4-(3,5-dichlorobenz^l)-5-ep^ H-pyrazol-1 -yl]ethanol; 

2-[4-(3,5-dichlorobenzyl)-3-ethyl-^^ 
2-[4-(3 ) 5-dichlorobenzvl)-3-(dirnethylamino)-5-methyl-1H-p 
2-[4-(3,5-dimethylbenzil)-3,5|(iiethyl-1 H-pyrazol-1 -yl]ethanol; 
2-[4-(3,5-dichlorobenzyl\5-prtethoxy-3-methyl-1 H-pyrazol-1 -yl]ethanol; 



2-[4-(3,5-dichlorobenzyl)-5-(2- 
(3,5-dichlorophenyl)[3,5-diethyl 



uryl)-3-methyl-1 H-pyrazol-1 -yl]ethanol; 
-1 -(2-hydroxyethyl)-1 H-pyrazol-4-yl]methanone; 
(l^^-KS^-dichlorophenyO^ethoxyJmethylJ-S.S-diethyl-l H-pyrazol-1 -yljethanol; 

2- [4-(2,6-difluorobenzyl)-3,5-di^thyl-1 H-pyrazoi-1 -yl]ethanol; 

thyl-1 H-pyrazol-1 -yl]ethyl carbamate; 

methyl 3-[4-(3,5-dichlorobenzylt)-3,5-diethyl-1 H-pyrazol-1 -yl]propanoate; 
ethyl 3-[4-(3,5-dichlorobenzyl)-3,5-diethyl-1 H-pyrazol-1 -yl]propanoate; 

3- [4-(3,5-dichlorobenzyl)-3,5-diethyl-1 H-pyrazol-1 -yl]propanamide; 
3-[4-(3,5-dichlorobenzyl)-3,5-die\hyl-1 H-pyrazol-1 -yl]-1-propanol; 



2-[4-(3,5-dichlorobenzyl)-3,5-d 
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[4-(3,5-dichlorobenzyl)-3,5-diethM-1 H-pyrazol-1 -yl]methanol; 
[4-(3,5-dichlorobenzyl)-3,5-diethll-1 H-pyrazol-1 -yl]methyl carbamate; 
2-[4-(3,5-dichlorobenzyl)-3,5-diefthyl-1 H-pyrazol-1 -yl]ethanamine; 
N-{2-[4-(3,5-dichlorobenzyl^ 

A/-{2-[4-(3,5-dichlorobenzyl)-3,5f diethyl-1 H-pyrazol-1 -yl]ethyl}-1 -methyl-1 H-imidazole- 
4-sulfonamide; 

4-[(3 l 5-dichlorophinyl)sulfanyl]-5-ethyl-1-(2-hydroxyethyl)-1H-pyrazole-3- 



ethyl 
carboxylate; 
ethyl 



4-[(3,5-dichlorophfenyl)sulfa^ 



carboxylate; 

4-[(3,5-dichlorophenyl)sulfanyl|-5-ethyl-1-(2-hydroxyethyl)-1H-pyrazole-3- 
carboxarnide; 

2- [4-[(3,5-dichlorophenyl)sulfa^ 

3- [4-(3,5-dichlorobenzyl)-3,5-diethyl-1 H-pyrazol-1 -y I]- 1 -propanamine; 
2-[4-[(3,5-dichlorophenyl)sulfinyl]-3-ethyl-5-(hydroxymethyl)-1H-pyr^ 
A/-{2-[4-(3,5-dichlorobenzyl)-3,5-diethyl-1 H-pyrazol-1 -yl]ethyl}-2,2-difluoroacetamide; 
[4-(3 t 5-dichlorobenzyl)-3,5^pthyl-1 H-pyrazol-1 -yl]methyl phenyl imidodicarbonate; 
/V-{2-[4-(3,5-dichloroben^^^ 

difluorobenzoyl)urea; 

A/-{2-[4-(3,5-dichlorobe/izyl)-(3,5-diethyl-1 ^-pyrazol-1 -yl]ethyl}-2,4-dioxo-1 ,2,3,4- 
tetrahydro-5-pyrimidinesulfona 

ethyl 4-[(3,5-dichloropt- enyl|su^nyl]^-ethyl-1 H-pyrazole-3-carboxylate; 

t4-[(3,5-dichlorophenyl}sulf^nyIij-5-ethyl-1-(2-hydroxyethyl)-1H-pyrazol-3- 
yl]acetonitrile; 

t4-[(3,5-dichlorophenyl)^j|f|3nyl]-5-ethyl-1-(2-hydroxyethyl)-1H-pyrazol-3- 
yl]acetonitrile; 

2-{4-[(3 f 5-dichlorophenyl)sjurfanyl]-3,5-diethyl-1 H-pyrazol-1 -yl}ethanol; 

4- (3,5-dichlorobenzyl)-3-e hyl-1 H-pyrazol-5-amine; 

ethyl 4-(3,5-dichlorobenzy )-3-ethyl-1 -(2-hydroxyethyl)-1 H-pyrazol-5-ylcarbamate; 
A/-[4-(3,5-dichlorobenzyl)-p-ethyl-1-(2-hydroxyethyl)-1H-pyrazol-5-yl]-2- 
methoxyacetamide; 

2-[4-(3,5-dichlorobenzyl)-4-(dimethylamino)-3-ethyl-1 H-pyrazol-1 -yl]ethanol; 
ethyl 4-(3,5-dichlorobenz> l)-1 -(2-hydroxyethyl)-5-methyl-1 H-pyrazole-3-carboxylate; 
ethyl 4-(3,5-dichlorobenz\l)-1-(2-hydroxyethyl)-3-methyl-1H-pyrazoIe-5-carboxylate; 

,5-dichlorobenzyl)-1-(2-hydroxyethyl)-5-methyl-1H-pyrazol-3- 



te/f-butyl 



4-(3, 



ylcarbamate; 

2-[3-amino-4-(3,5-dichlordbenzyl)-5-methyl-1 H-pyrazol-1 -yl]ethanol; 



V 
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ethyl [4-(3,5-dichlorobenzyl)-j5-rriethoxy-3-methyl-1 H-pyrazol-1 -yl]acetate; 



2-[5-amino-4-(3,5-dichlorobenzyl)-3-ethyl-1/-/-pyrazol-1-yl]ethanol; 

5-{[3,5-diethyl-1-(2-hydroxyethyl)-1H-pyrazol-4-yl]methyl}isoph 

5-[(3,5-diethyl-1H-pyrazol-4-yl)methyl]isophthalonitrile; 

5-{[1 -(2-aminoethyl)-3,5-diethyl-1 H-pyrazoi-4-yl]methyl}isophthalonitrile; 

2-{4-[(3,5-dibromophenyl)suJfanyl]-3,5-diethyl-1 H-pyrazol-1 -yl}ethanol; and 

5-{[3,5-diethyl-1-(2-hydroxyethyl)-1H-pyrazol-4-yl]sulfanyl}isophth 

and the pharmaceuticallyjacceptable salts and solvates thereof. 



31 . The use of a compound of the formula 




(la) 



or a pharmaceutical^ acceptable salt or solvate thereof, wherein: 



R 1 is H, Ci-Ge alkyl, C|^C 7 cycloalkylyphenyl, benzyl, halo, -OR 5 , -C0 2 R 5 , -CONR 5 R 6 , 



-OCONR 5 R 6 , -NR 5 C6 2 R 6 , -NR 5A6 

\ 



-NRXpfT, -SOsNR^R 0 , -NR CONR R , -NR 5 S0 2 R 6 or R , 
said Ci-C 6 alkyl, phenyl and feerfeyh^eing optionally substituted by halo, -OR 5 , -C0 2 R 5 , 
-CONR 5 R 6 , -OCONR 5 R 6 , -NR 5 C0 2 R 6 , -NR 5 R 6 , -NR 5 COR 6 , -S0 2 NR 5 R 6 , -NR 5 CONR 6 R 7 , 



NR°S0 2 R D or R 8 ; 

R 2 is H, d-Cs all<yL C 3 -dr cycloalkyi, phenyl, benzyl or C-linked R 12 , said d-Ce alkyl, 
phenyl and benzyl being optionally substituted by -OR 9 , -C0 2 R 9 , -C0 2 NR 9 R 10 , -NR 9 R 10 , 
>9™io _ 9 _io ^J CON R 10 R 11 ,-SO 2 NR 9 R 10 ,-NR 9 SO 2 R 10 orR 12 ; 

, C3-C7 cycloalkyi, phenyl, benzyl, halo, -OR 13 , -C0 2 R 13 , 



-NR a COR , -NR a C0 2 R , -NR 



R 3 is H, d-Ce alkyl 



-CONR 13 R 14 

.13, 



-OCONR 13 R 14 



-NR lJ CONR 14 R 15 , -NR 13 S0 2 R 



13, 



.14 



-NR 13 C0 2 R 14 , -NR 13 R 14 , -NR 13 COR 14 , -S0 2 NR 13 R 14 , 



J4 



.13^14 



13, 



>14 



J3r-»14 



or R 16 , said Ci-Ce alkyl, phenyl and benzyl being optionally 



substituted by halo, -OR 13 , -C0 2 R 13 , -CONR 13 R 14 , -OCONR 13 R 14 , -NR 13 C0 2 R 14 , -NR 13 R 14 , 



>13^^r^14 rxy-s K.r^13r^14 k ■ o13o^ k , n14r>15 fc ii-»13r^ r-»14 r^16 



-NR COR , -S0 2 NR 13 R 14 , -NR 



CONR R , -NR 1J S0 2 R 14 or R 1b ; 



R 4 is phenyl or pyridyl, each being optionally substituted by halo, d-C 6 alkyl, d-C 6 
haloalkyl, C 3 -C 7 cycloalkyi or d-C 6 alkoxy; 

R 5 , R 6 , R 7 , R 9 , R 10 , R 11 S R 13 , R 14 and R 15 are either each H, d-C 6 alkyl or C 3 -C 6 
cycloalkyi or, when two such groups are attached to the same nitrogen atom, those two 
groups taken together with the nitrogen atom to which they are attached may represent 
azetidinyl, pyrrolidinyl, piperidinyl, homopiperidinyl, piperazinyl, homopiperazinyl or 
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morpholinyl, said azetidinyl, pyrrdlidinyl, piperidinyl, homopiperidinyl, piperazinyl, 
homopiperazinyl and morpholinyl bepg optionally substituted 1 by C^-C 6 alkyl or C 3 -C 7 
cycloalkyl; 



>12 



1 6 

R°, R'* and R are each a fiv^- or six-membered heterocyclic group containing 1 to 4 
heteroatoms selected from O, N and S and optionally substituted by oxo, C A -C 6 alkyl, C 3 -C 7 
cycloalkyl or halo; and 

X is -CH 2 -, -S-, -SO- or -S0 2 -; 

in the manufacture of a reversie transcriptase inhibitor. 

32. The use of a compound of the formula (la), or a pharmaceutically acceptable 

claim 31, in the manufacture of a medicament for the 

treatment of a human immunodeficiency viral (HIV), or genetically related retroviral, infection 
or a resulting acquired immunodeficiency syndrome (AIDS). 

33. A compound of the formula (I), as defined in any one of claims 1 or 3 to 30, or 
a compound of the formula (la), as defined in claim 31, or a pharmaceutically acceptable salt 
or solvate of either, for use as a reversejranscriptase inhibitor. 

34. 

a compound of the formula (la)/as defined in claim 31, or a pharmaceutically acceptable salt 
or solvate of either, for use in the t*eatment of a human immunodeficiency viral (HIV), or 
genetically related retroviral, [nfectiop or a resulting acquired immunodeficiency syndrome 
(AIDS). 

35. A method of treatment of a disorder treatable by the inhibition of reverse 
transcriptase, comprising the administration of an effective amount of a compound of the 
formula (I), as defined in any ones^f claims 1 or 3 to 30, or a compound of the formula (la), as 
defined in claim 31, or a pharmaceutically acceptable salt or solvate of either, to a patient in 
need of such treatment. 

36. A method of treatment of a human immunodeficiency viral (HIV), or 
genetically related retroviral, infection^ or a resulting acquired immunodeficiency syndrome 
(AIDS) comprising the administration of an effective amount of a compound of the formula (I), 
as defined in any one of claims 1 or 3 to 30, or a compound of the formula (la), as defined in 
claim 31 , or a pharmaceutically acceptable salt or solvate of either, to a patient in need of 



salt or solvate thereof, as defined in 



A compound of the fc rmula (I), as defined in^any one of claims 1 or 3 to 30, or 

/a- -■ ■ ' ~ 



such treatment. 
37. 



A compound of the formula 

R 4 ? 1 
X 




(lb) 



-118- 



or a pharmaceutical^ acceptable salt or solvate thereof, wherein 



either (i) R 1 is H, d-C 6 alkyl, C 3 -C 7 cycloalkyl, phenyl, benzyl, halo, -CN, -OR 7 , 
-C0 2 R 5 , -CONR 5 R 5 , -OCONR 5 R 5 , -NR 5 C0 2 R 7 , -NR 5 R 5 , -NR 5 COR 5 , -NR 5 CO-(d-C 6 alkylene)- 



OR 5 , -NR 5 CONR 5 R 5 , -NR 5 S0 2 R 7 or R 6 , saic 



d-C 6 alkyl, C 3 -C 7 cycloalkyl, phenyl and benzyl 



being optionally substituted by halo, -CN,I -OR 3 , -OR 0 , -C0 2 R°, -CONR 5 R 5 , -OCONR 5 R 5 , 
-NR 5 C0 2 R 7 , -NR 5 R 5 , -NR 8 R 9 , -NR 5 COR 5 , -ljjR 5 COR 6 , -NR 5 COR 8 , -S0 2 NR 5 R 5 , -NR 5 CONR 5 R 5 , 
-NR 5 S0 2 R 7 or R 6 and I 
R 2 is -Y-Z, ! 

or, R 1 and R 2 , when taken together, represent unbranched C 3 -C 4 alkylene, optionally 
wherein one methylene group of said C 3 -C 4 alkylene is replaced by an oxygen atom or a 
nitrogen atom, said nitrogen atom being optionally substituted by R 5 or R 8 , 

and R 3 is H, d-C 6 alkyl, C 3 -C 7 cycloalkyl, phenyl, benzyl, -CN, halo, -OR 7 , -C0 2 R 5 , 
-CONR 5 R 5 , -OCONR 5 R 5 , -NR 5 C0 2 R 7 , -NR 5 R 5 , -NR 5 COR 5 , -NR 5 CONR 5 R 5 , -NR 5 S0 2 R 7 or R 6 , 
said d-C 6 alkyl, C 3 -C 7 cycloalkyl, phenyl and benzyl being optionally substituted by halo, 
-CN, -OR 5 , -C0 2 R 5 , -CONR 5 R 5 , -OCONR 5 R 5 , -NR 5 C0 2 R 7 , -NR 5 R 5 , -NR 5 COR 5 , -S0 2 NR 5 R 5 , 
-NR 5 CONR 5 R 5 , -NR 5 S0 2 R 7 or R 6 , 

or (ii) R 1 and R 3 are each independently d-C 6 alkyl, C 3 -C 7 cycloalkyl or halo-(C r C 6 
alkyl), and R 2 is H, 

provided that 

(a) for definition (i), R 1 /and R 3 a\e not botti H, 

(b) for definition (i), R 1 and R 3 ate-fiot both optionally substituted phenyl, as 
defined therein, 

(c) for definition (i), When R 1 gfnd R 3 are both methyl, R 2 is not phenyl or methyl, 

and 

(d) for definition (ii), R 1 and R 3 are not both methyl; 
Y is a direct bond or d-C 3 alkylene; 

Z is R 10 or, where Y is d-C 3 alkylene, Z is -NR 5 COR 10 , -NR 5 CONR 5 R 10 , 
-NR 5 CONR 5 COR 10 or -NR 5 S0 2 R 10 ; 

R 4 is phenyl or pyridyl, each substituted by at least one substituent selected from 
halo, -CN, d-C 6 alkyl, fluoro-(d-C 6 )-alkyl, C 3 -C 7 cycloalkyl and C,-C 6 alkoxy; 

each R 5 is independently either' H, d-C 6 alkyl, C 3 -C 7 cycloalkyl, fluoro^C^CeJ-alkyl, 
phenyl or benzyl, or, when two such groups are attached to the same nitrogen atom, those 
two groups taken together with the nitrogen atom to which they are attached represent 
azetidinyl, pyrrolidinyl, piperidinyl, homopiperidinyl, piperaziny!, homopiperazinyl or 
morpholinyl, said azetidinyl, pyrrolidinyl, piperidinyl, homopiperidinyl, piperazinyl, 
homopiperazinyl and morpholinyl being optionally substituted by d-C 6 alkyl or C 3 -C 7 
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cycioalkyl - and said piperazinyl and ho 
nitrogen atom not taken together with the 



lopiperazinyl being optionally substituted on the 
two R 5 groups to form the ring by -COR 7 or -S0 2 R 7 ; 



R is a four to six-membered, aromatic, partially unsaturated or saturated heterocyclic 
group containing (i) from 1 to 4 nitrogen heteroatom(s) or (ii) 1 or 2 nitrogen heteroatom(s) 
and 1 oxygen or 1 sulphur heteroatom cr (iii) 1 or 2 oxygen or sulphur heteroatom(s), said 
heterocyclic group being optionally substi:uted by -OR 5 , -NR 5 R 5 , -CN, oxo, d-C 6 alkyl, C 3 -C 7 
cycloalkyl, -COR 7 or halo; 

R 7 is d-C 6 alkyl, C 3 -C 7 cycloalkyl! fluoro-(d-C 6 )-alkyl, phenyl or benzyl; 

R 8 is d-C 6 alkyl substituted by phenyl, pyridyl or pyrimidinyl, said phenyl, pyridyl and 
pyrimidinyl being optionally substituted by halo, -CN, -CONR 5 R 5 , -S0 2 NR 5 R 5 , -NR 5 S0 2 R 7 , 
-NR 5 R 5 , -(d-Ce alkylene)-NR 5 R 5 , d-C 6 alkyl, fluoro-(d-C 6 )-alkyl, C 3 -C 7 cycloalkyl or d-C 6 
alkoxy; 

R 9 is H, d-C 6 alkyl or C 3 -C 7 cycloalkyl, said d-C 6 alkyl and C 3 -C 7 cycloalkyl being 
optionally substituted by -OR 5 , -NR 5 R 5 , -hllR 5 COR 5 , -CONR 5 R 5 or R 6 ; 

R 10 is (a) benzyl or C-linked R 6 , said benzyl being optionally substituted by halo, 
-OR 5 , -OR 12 , -CN, -C0 2 R 7 , -CONR 5 R 5 , -OCONR 5 R 5 , -C(=NR 5 )NR 5 OR 5 , -CONR 5 NR 5 R 5 , 
-OCONR 5 C0 2 R 7 , -NR 5 R 5 , -NR 5 R 1J , -NR 5 COR 5 , -NR 5 C0 2 R 7 , -NR 5 CONR 5 R 5 , 
-NR 5 COCONR 5 R 5 , -NR 5 S0 2 R 7 , -S0 2 r|R 5 R 5 or R 6 , or (b) when R 1 and R 3 are each 

foh halo-(d-C 6 alkyl), R 10 is phenyl, d-C 6 alkyl or 
substituted by halo, -OR 5 , -OR 12 , -CN, -C0 2 R 7 , 
OR 5 , -CONR 5 NR 5 R 5 , -OCONR 5 C0 2 R 7 , -NR 5 R 5 , 
5 R 5 , -NR 5 COCONR 5 R 5 , -NR 5 S0 2 R 7 , -S0 2 NR 5 R 5 



independently d-C 6 alkyl, C 3 -C 7 cycloal 
C 3 -C 7 cycloalkyl each being optionall 
-CONR 5 R 5 , -OCONR 5 R 5 , -C(=NR 5 )N 
-R 5 R 12 , -NR 5 COR 5 , -NR 5 C0 2 R 7 , -NR 5 CO 



or R 



6. 



X is -CH 2 -, -CHR 11 -, -CO-, -S-, 




.12 



is d-C 6 alkyl substituted by R 



>r -S0 2 -; 

R 11 is C^Ce alkyl, C 3 -C 7 cycloal^y , fl^oro-CC^CeJ-alkyl or C^-C 6 alkoxy; and 

Ir 5 , -CONR 5 R 5 , -NR 5 COR 5 or -NR 5 R 5 . 

38. A compound as claimed ih claim 37 wherein R 1 is C^-C G alkyl, -OR 7 , -C0 2 R 5 , 
-NR 5 C0 2 R 7 , -NR 5 R 5 , -NR 5 CO-(d-C 6 alkylene)-OR 5 or R 6 , said C r C 6 alkyl being optionally 
substituted by halo, -CN, -OR 5 , -OR 8 , -CoIr 5 , -CONR 5 R 5 , -OCONR 5 R 5 , -NR 5 C0 2 R 7 , -NR 5 R 5 , 
-NR 8 R 9 , -NR 5 COR 5 , -NR 5 COR 6 , -NR 5 COR|, -S0 2 NR 5 R 5 , -NR 5 CONR 5 R 5 , -NR 5 S0 2 R 7 or R 6 . 

39. A compound as claimed inl claim 38 wherein R 1 is d-C 6 alkyl, -OR 7 , -C0 2 R 5 , 
-NR 5 C0 2 R 7 , -NR 5 R 5 , -NR 5 CO-(d-C 6 alkyl^ne)-OR 5 or R 6 , said d-C 6 alkyl being optionally 
substituted by halo or -OR 5 . 

40. A compound as claimed in claim 39 wherein R 1 is d-C 3 alkyl, -OCH 3 , 
-C0 2 (d-C 2 alkyl), -NHC0 2 (C 1 -C 2 alkyl), -NH 2 , -N(CH 3 ) 2 , -NHCOCH 2 OCH 3 or furanyl, 

said d-C 3 alkyl being optionally substituted by fluoro or -OH. 



v 
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41. A compound as claimed in claim 40 wherein R 1 is methyl, ethyl, prop-2-yl, 
hydroxymethyl, trifluoromethyl, -OCH 3 , -C0 2 CH 2 CH 3 , -NHC0 2 CH 2 CH 3( -NH 2) -N(CH 3 ) 2 , 
-NHCOCH 2 OCH 3 or furan-2-yl. I 

42. A compound as claimed in claim 41 wherein R 1 is ethyl. 

43. A compound as claimed in claim 37 wherein R 1 is methyl, ethyl, 
trifluoromethyl or -CH 2 NHCH 2 (4-cyanophenyl). 

44. A compound as claimed in any one of claims 37 to 43 wherein R 2 is H, d-C 6 
alkyl, -(C1-C3 alkylene)-NR 5 CO-(Ci-<L alkyl), -(d-C 3 alkylene)-NR 5 CONR 5 -(d-C 6 alkyl), -(d- 
C 3 alkylene)-NR 5 CONR 5 CO-(phenll), -(d-C 3 alkylene)-NR 5 S0 2 (C-linked R 6 ), -(d-C 3 
alkylene)-NR 5 CO(C-linked R 6 ), -(d-d alkylene)-NR 5 CO-(phenyl), each d-C 6 alkyl and 
phenyl being optionally substituted by halo, -OR 5 , -OR 12 , -CN, -C0 2 R 7 , -CONR 5 R 5 , 
-OCONR 5 R 5 , -C(=NR 5 )NR 5 OR 5 , | -CONR 5 NR 5 R 5 , -0C0NR 5 C0 2 R 7 , -NR 5 R 5 , -NR 5 R 12 , 
-NR 5 COR 5 ? -NR 5 C0 2 R 7 , -NR 5 CONR 5 R 5 , -NR 5 COCONR 5 R 5 , -NR 5 S0 2 R 7 , -S0 2 NR 5 R 5 or R 6 . 

45. A compound as claimed in claim 44 wherein R 2 is H, d-C 6 alkyl, -(d-d 
alkylene)-NR 5 CO-(d-C 6 alkyl), -(d-d alkylene)-NR 5 CONR 5 -(d-d alkyl), -(d-d alkylene)- 



lkylene)-NR 5 S0 2 R 6 , -(d-C 3 alkylene)-NR 5 COR 6 , -(d-C 3 
glkyl and phenyl being optionally substituted by halo, 



-C 



:ONR 5 R 5 , 



NR°CONR°CO-(phenyl), -(d-C 3 
alkylene)-NR 5 CO-(phenyl), each 
-OR 5 , -CN, -C0 2 R 7 , -CONR 5 R 5 , - 

-0C0NR 5 C0 2 R 7 , -NR 5 F^J -NR 5 CONR 5 R 5 , -NR 5 COCONR 5 R 5 or R 6 . 
46. A compound sSslclaimed in claim 45 wherein R 2 is H, d-d alkyl, -(d-d 
alkylene)-NHCO-(d-d alkyl)/ -d-d alkylene)-NHCONH-(d-d alkyl), -(d-d alkylene)- 
NHCONHCO-(phenyl), -(d-jd alkWne)-NHS0 2 R 6 , -(d-C 2 alkylene)-NHCOR 6 , -(d-C 2 
alkylene)-NHCO-(phenyl), each d-C 3 a 
-OH, -0(d-C 6 alkyl), -CN, -CC 



thiadiazolyl. 
48. 



an< 



henyl being optionally substituted by fluoro, 
2 (Cj-C 6 alkyl), -CONH 2 , -OCONH 2 , -OCONHC0 2 Ph, -NH 2 , 



-N(d-C 6 alkyl) 2 , -NHCONH 2 , JNHCOjCONH 2 or R 6 . 

47. A compound s*s claimed in any one of claims 44 to 46 wherein R 6 is 2,4- 
dihydroxypyrimidinyl, 1-methylimidazolyl, tetrahydrofuranyl, 1 ,5-dimethylpyrazolyl, tetrazolyl, 
pyridinyl, pyrimidinyl, 3-hydroxyDyridazinyl, 2-hydroxypyridinyl, 2-oxo-2H-pyranyl or 1,2,3- 



A compound as claimed in claim 46 wherein R is H, -CH 2 OH, -CH 2 CH 2 OH, 



-CH 2 CH 2 CH 2 OH, -CH 2 OCONH 2 , -CH 2 CH 2 OCONH 2 , -CH 2 OCONHC0 2 Ph, -CH 2 C0 2 CH 2 CH 3 , 
-CH 2 CH 2 C0 2 CH 3 , -CH 2 CH 2 C0 2 C:H 2 CH 3 , -CH 2 CH 2 CONH 2 , -CH 2 CH 2 NH 2 , -CH 2 CH 2 CH 2 NH 2 , 
-CH 2 CH 2 NHCOCHF 2 , -CH 2 CH 2 NHCOCH 2 CN, -CH 2 CH 2 NHCOCH 2 N(CH 3 ) 2 , 

-CH 2 CH 2 NHCOCH 2 OCH 3 , -|pH 2 CH 2 NHCOCH 2 OH, -CH 2 CH 2 NHCOCH 2 OCH 2 CH 3 , 

-CH 2 CH 2 NHCOCH 2 NHCONH 2 , \-CH 2 CH 2 NHCOCONH 2 , -CH 2 CH 2 NHCONHCH 2 CH 2 CH 3 , 
-CH 2 CH 2 NHCONHCOPh, -CH 2 CH 2 NHCONHCO(2,6-difluorophenyl), -CH 2 CH 2 NHS0 2 (2,4- 
dihydroxypyrimidin-5-yl), \ -CH 2 CH 2 NHS0 2 (1 -methylimidazol-4-yl), 
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-CH 2 CH 2 NHCO(tetrahydrofuran-2-yl), -CH 2 CH 2 NHCO(1,5-dimethylpyrazol-3-yi), 
-CH 2 CH 2 NHCOCH 2 (tetrazol-1-yl), -CH 2 CH 2 NHCOPh, -CH 2 CH 2 NHCO(pyridin-2-yl), 
-CH 2 CH 2 NHCO(pyrimidin-2-yl), -CH 2 C:H 2 NHCO(2-fluorophenyl), -CH 2 CH 2 NHCO(3- 
hydroxyphenyl), -CH 2 CH 2 NHCO(3-hydroxypyridazin-6-yl), -CH 2 CH 2 NHCO(2-hydroxypyridin- 
6-yl), -CH 2 CH 2 NHCO(2-oxo-2H-pyran-5-yl) or -CH 2 CH 2 NHCO(1 ,2,3-thiadiazol-4-yl). 



claim 49 wherein R 2 is -CH 2 CH 2 OH, -CH 2 CH 2 NH 2 , 



49. A compound as claimed in claim 37 wherein R is H, methyl, -CH 2 CH 2 OH, 
-CH 2 CH 2 CH 2 OH, -CH 2 CH 2 NH 2 , -CH 2 CH 2 CH 2 NH 2 , -CH 2 CN, -CH 2 CH 2 OCH 3 , -CH 2 CONH 2 , 
-CH 2 CH 2 NHCOCH 2 OCH 3 or azetidin-3-yl. 

50. A compound as claimed in 
-CH 2 CN or azetidin-3-yl. 

51. A compound as claimed irri any one of claims 37 to 50 wherein R 3 is Ci-C 6 
alkyi, -C0 2 R 5 , -CONR 5 R 5 , -NR 5 C0 2 R 7 or -l<jR 5 R 5 , said d-C 6 alkyi being optionally substituted 
by halo, -CN, -OR 5 , -C0 2 R 5 , -CONR 5 R 5 , -OCONR 5 R 5 , -NR 5 C0 2 R 7 , -NR 5 R 5 , -NR 5 COR 5 , 
-S0 2 NR 5 R 5 , -NR 5 CONR 5 R 5 , -NR 5 S0 2 R 7 orj R 6 . 

52. A compound as claimed in claim 51 wherein R 3 is C^C 6 alkyi, -C0 2 R 5 , 
-CONR 5 R 5 , -NR 5 C0 2 R 7 or -NR 5 F£j>aid d-Ce alkyi being optionally substituted by 

halo, -CN or -OR 5 . 




53. A compound as claimed! in claim 52 wherein R 3 is d-C 3 alkyi, -C0 2 (C 1 -C 2 
alkyi), -CONH 2 , -NHC0 2 (C,-C 4 alkyl)( -lfj(CH 3 i or -NH 2 , said d-C 3 alkyi being optionally 



substituted by halo, -CN or -OH. 



I 



54. A compound as claimed in cliirn 53""Wfierein R is methyl, ethyl, prop-2-yl, 
hydroxy methyl, cyanomethyl, trifluqromethyl, -C0 2 CH 2 CH 3 , -CONH 2 , -NHC0 2 C(CH 3 ) 3 , 
-N(CH 3 ) 2 or -NH 2 . 

55. A compound as claimed in claim 54 wherein R 3 is methyl, ethyl, prop-2-yl or 
trifluoromethyl. i 

56. A compound as claimed in claim 55 wherein R 3 is ethyl. 

57. A compound as claimed in any one of claims 37 to 56 wherein R 4 is phenyl 
substituted by at least one substituent selected from halo, -CN, C^Ce alkyi, fluoro-fC^Ce)- 
alkyl, C 3 -C 7 cycloalkyl and C^C 6 alkox^. 

i 

58. A compound as claimed in claim 57 wherein R is phenyl substituted by at 
lease one substituent selected from halo, -CN and C!-C 3 alkyi. 

i a 

59. A compound as claimed in claim 58 wherein R is phenyl substituted by at 
least one substituent selected from fluoro, chloro, bromo, -CN and methyl. 

60. A compound as claimed in claim 59 wherein R 4 is 3-chlorophenyl, 4- 



chlorophenyl, 3-fluorophenyl, 3,5-dichlorophenyl, 2,6-difIuorophenyl, 3,5-difluorophenyl, 3,5- 

dibromophenyl, 3,5-dicyanophenyl or 3,5-dimethylphenyl. 

i 

i 

i 



# 




M22- 



61. A compound as claimed in/ claim 58 wherein R 4 is (i) phenyl substituted at the 
3 position by fluoro, chloro, methyl or cyamo or (ii) phenyl substituted at the 3 and 5 positions 
by two substituents independently chosen from fluoro, chloro, methyl and cyano. 

A compound as claimec/in any one of claims 37 to 61 wherein X is -CH 2 -, 



62. 



-CHR 11 -, -CO-, -S- or -S0 2 -. 

63. A compound as claimed in claim 62 wherein X is -CH 2 -, -CH(OCH 3 )-, -CO-, 



-S- or -S0 2 - 
64. 
65. 
66. 



A compound as claimed in claim 63 wherein X is -CH 2 - or -S-. 



A compound as defined in claim 30. 

A pharmaceutical composition including a compound of the formula (lb) or a 
pharmaceutical^ acceptable salt or solvate thereof, as defined in any one of claims 37 to 65, 
together with a pharmaceutical^ acceptable excipient, diluent or carrier. 

67. A compound of the formula (lb) or a pharmaceutical^ acceptable salt, solvate 
or composition thereof, as defined in any one of claims 37 to 65 and 66, respectively, for use 
as a medicament. 

68. A process for the preparation of a compound of the formula (lb), as defined in 
claim 37, wherein R 1 and R 3 are each either H, C^-C 6 alkyl, C 3 -C 7 cycloalkyl, phenyl, benzyl, - 



NH 2 , -C02R 3 , -CONR 5 R 5 , or C-link'ed R°, optionally substituted where allowed, which includes 
the reaction of 
(a) 

A 



»6 



a compound of^Fp^rmula 




wherein R 1 , R 3 anfckRXare as defined in claim 37, or a functional equivalent thereof, 
particularly a compound of the formula 

.4 




(IV) 

wherein R 1 , R 3 , R 4 and X are as defined in claim 37 and L 1 is a suitable leaving 
group, preferably dimethylamirpo, or a compound of the formula 



i i 
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wherein R 1 , R 3 , R 4 and X are as 
group, preferably dimethylamino; or 

(b) a compound of the formula 



(V) 

defined in claim 37 and L 2 is a suitable leaving 



wherein R 3 , R 4 and X are as de'fined in claim 37; or 
(c) a compound of the formula 




wherein R is as defined in 




(XXXII) 

wherein R 1 , R 4 and X ale as (defined in claim 37; 
with a compound of the 

H 2 NNHR 2 (III), 

claim 37, or a salt or solvate thereof, optionally followed 
by the conversion of the compoundj of the formula (lb) to a pharmaceutical^ acceptable salt 
thereof. 

A process for the preparation of a compound of the formula (lb), as defined in 

or a pharmaceutically acceptable salt or solvate thereof, 
pound of the formula 

4 



69. 

claim 37, wherein R 1 or R 3 is -OR 7 
which includes the reaction of a co 
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defined in claim 37 and L 4 is a suitable leaving 



wherein R 1 , R 3 , R 4 and X are as 
group, preferably trifluoromethanesulphonafte; or a compound of the formula 

.4 




(XXI) 



wherein R 1 , R 3 , R 4 and X are as defined in claim 37 and L 4 is a suitable leaving 
group, preferably trifluoromethanesulphoqate; 
with a compound of the formula 

>JOH (XXV) 

wherein R 7 is as defined in claim 37, in the presence of a suitable catalyst, preferably 
a suitable palladium catalyst, optionally/followed by the conversion of the compound of the 
formula (lb) to a pharmaceutical^ acceptable salt thereof. 

70. A process for the preparation of a compound of the formula (lb), as defined in 
claim 37, wherein R 1 or R 3 is -OR 7 , or/a pharmaceutical^ acceptable salt or solvate thereof, 
which includes the reaction of a compound of the formula 




(XVIII) 



2 3 4 / Kf 

wherein R , R , R and X are as defined in claim 37, or a compound of the formula 



(XXII) 



12 4 I 

wherein R , R , R and X |ire as defined in claim 37, with a compound of the formula 

R 7 OH (XXV) 

n claim 37, under dehydrating conditions, preferably in the 
presence of a dialkylazodicarboxiate such as diethylazodicarboxylate, and a triarylphosphine 
such as triphenylphosphine, optionally followed by the conversion of the compound of the 



wherein R 7 is as defined 



formula (lb) to a pharmaceutically 
71 . A process for the 



acceptable salt thereof. 

preparation of a compound of the formula (lb), as defined in 



claim 37, wherein R 1 or R 3 is -OR 7 , or a pharmaceutically acceptable salt or solvate thereof, 
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which includes the reaction of a compound of the formula (XVIII), as defined in claim 70, or a 
compound of the formula (XXII), as defined in claim 70, with a compound of the formula 

/R 7 L 7 (XXIX) 

wherein R 7 is as defined in clc/im 37 and L 7 is a suitable leaving group, preferably 
halo, optionally followed by the conversion of the compound of the formula (lb) to a 
pharmaceutical^ acceptable salt thereof. 

72. A process for the preparation of a compound of the formula (lb), as defined in 
claim 37, wherein R 1 or R 3 is -OCONR 5 R 5 , or a pharmaceutical^ acceptable salt or solvate 
thereof, which includes the reaction ofla compound of the formula (XVIII), as defined in claim 
70, or a compound of the formula ()pll), as defined in claim 70, with a compound of the 
formula 



R 5 R 5 NCOL 5 (XXVI) 

in which R° is as defined in (claim 37 and L 5 is a suitable leaving group, preferably 
chloro, or with a compound of the formula 

r 5 N=C=0 (XXVII) 

in which R° is as defined irj^laim 37, optionally followed by the conversion of the 
compound of the formula (lb) to a pKarmaceutically acceptable salt thereof. 

73. A process for the/pr ^paration of a compound of the formula (lb), as defined in 
claim 37, wherein X is -CO- of -CHR 10 - and R 10 is C r C 6 alkoxy, or a pharmaceutical^ 
acceptable salt or solvate thereof, wiicpVincludes 
(a) the oxidation off 



wherein R 1 , R 2 , R 3 and R 




(XXXIV) 



re as defined in claim 37, or 
(b) the reaction of a compound of the formula (XXXIV), as defined above, with a 
compound of the formula 

R b L 8 (XXXVIII) 

wherein R b is C^Ce alky! and L 8 is a suitable leaving group, preferably chloro, bromo 
or iodo, optionally followed by the conversion of the compound of the formula (lb) to a 
pharmaceutical^ acceptable salt thereof. 
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74. A process for the preparation of a compound of the formula (lb), as defined in 
claim 37, containing an -OH, -NH- or -WH 2 group or a pharmaceutical^ acceptable salt or 
solvate thereof, which includes the deprotection of a corresponding compound bearing an 
-OP 1 , -NP 1 - or -NHP 1 group, respective^-wherein the group P 1 is a suitable protecting group, 
optionally followed by the convei^ion of the compound of the formula (lb) to a 
pharmaceutical^ acceptable salt thereof. 

75. A compound as defined in claim 65, selected from 

2-{4-[(3,5-dichlorophenyl)sul^ 
2-[4-[(3,5-dichloropheny|W 

2-{4-[(3,5-dichloropheny0 



